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0J 7^ » 

T'fc«9 , ^ -e^N- (3— :/Ty-4-p«^/wi h— r>^K— /wr-^/v) -3— sxry 

[0003] <Wf^Xmi : BI^^|fl^00/50395-^/^°:/7^'5/^ 

[0004] :^mm^hf)mnxm<7)mmmi^mm^^vfct:i^. ts^^-TL-h—^co'^^Bf)^ 

[0005] :^mm^h\t. mtim^m^^mf3ifc'^m^ it^^ (sb) (^^^B^ffi-^bx^^o 
mm^m\f^^^t\zxy).m-(ou^B^<Di[:^i^i5h)^mhti^^t^n.m\^x:^m 

[0006] i-^ie^-b. i^ATc^[l]-[30]^S#t-r§o 

[1] ^&7fexl|[lI^ff}-*5v^T. iHijf:^s(2 0 ±0. 2" )ii.4° tiiiii^tw^^-r 
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6. N-(3-^XTy-4-p«^/V-lH-^>'K>-/l^-7-'</W-3-i^T/^:x-if:/;^/'^/1^>' 
[2] )|5&5feXjgiIlI^^C*3V^T.5E^C, lHlJFf^|£(2 0 ±0. 2° )19. 1° KWiiff^'-^ 

[i]ia«cc7)fS^H(c^0)o 

[3] 5!R^®ijX;^^iJ'h/KKB^^)^il:j3V^T. JS^1410±lcm~'(cMt°— 
-rS. N- (3-v'T/-4-p«^/U-lH->r>'K'-/l^-7-^/V') -3-i/Ty^:/if >';^>'W 

[4] ^i^Pi^lCf^-^iJ'b/KKBrfe) ^^joV^T. Mi-. 1^^1443+ lcm~'l^Pi^i|Xt:°— 

[4-2] 5^^®^liX^^^h/KKBrfe) ^^:*3V^T. Jgt^l410± lcm"'l^@^It5llf — 

[l]^fcfi[2]tcl|E«OJiSg^(C^), 
[4-3] ^^^M^^i!^Wi^(KBvm) ^C*dV>-C. Mt-> jSfCl443±lcm~'(;iTOt:° 
-iJ^^W-r^, [4-2]l::iS^(^*S^(CrB)o 

[5] '^CH^rNMRJ^^^h/V-iilioV^T. ^b^v'7h^l43. 4ppinlCt°— ^^^^^"5 
, N- (3-SxTy-4-;?<^>'WlH-^>'K— /I— 7-^/^) -3—>Ty^>'-^>';^/V7i^>'r 

[5]|5m(^^rB(C^)c 
[6-2] "C®^NMRX^iJ'h/VjC*5V^-C. ^t^i^-^h^l^S. 4ppmt^fc'— iJ'^W 

-r ^ > [ 1 ] - [4-3] V > -m;^^ 1 Kum(7)^^ (c ) o 

[6-3] ^^Cmi^NMR^^i^hM^^\^^X.^lZ,i\:^->-yhmi31. Ipprntdtr— 
^m-t^. [6-2]t;i|Em<^^^B(Cf0)c 

[7] N-(3—>ry-4-p<^/^-iH-^>'K— /u-7->r/w)-3— ^ry^i^-^v;^/^^^: 

IK*fcfirtLe>oiS'^^^K^fH*ff^S^^UTfflVNT^^$-fr5r^^#^t-rS[l] 
— [6-3] V N-f iZnSM<DN-i3~iyT/-4-;^^jl—lU-^>]^—/l^7—</l') - 
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[8] ^s^mm^^. ^y:/nkVWT/l-=-/^t>b<{is-:7'^/VT/^^-/K^^-^j^ 

mm-r^^^ [7] ^m(Dmm:^mo 

[10] fB^^^;i^s-:/^/WT/>3-/Wt;?K^<Dm-^^IK(^»lt3. 9:1-4. 1: 

1 ) -efcS [7] lE«(7)Mit;^feo 

[11] N- (3-v^r y-4-^^/W-lH-^^'K— /^-7-^/k) -S-iXTy^^'-SVP^/^ 

/1^>'T^K^^I«{:iAPf^^^bTfBW$it5c^^#mi;-rs[7]jc|5m<^^5t;^iSfe 

o 

[1 2] N- (3-v'Ty-4-^^7P-lH-^>'K— /l^-7-^/^) -3— :yTy^>'if ^^^/V' 
:^^T^K^^IftJi;!jP^^^mtc:=^y^bTfB^lT$ii:6::^^#tti:-f-6[7]lJi|Sic(^ 

[13] N- (3-v^T/-4-p«^7V-lH— f >'K~/l^7— f /V) -3-v'Ty^>'-€:/;^/> 
^^T5K^80- 1 SO'C-eiPm-r^.r [ 1] [6-3] V ^Ttl^^l ^-15^ 

(DN- (3-i/Ty-4-^^/v^iH-'r:xK— /i^7--i'/^) -3->'Ty^>^-^:x;5?./^7}N:/ 
r%V(D^^m (C^b) (Disijt;^^ 

[14] N-(3—>T/-4-^^/wiH->r>'K— /^-7->i'/^)-3— :/r/^>'-^>';^/v 
^>'T^K^7K4'-e60-90°C{^x^jpf|{iiti$-r6rt^#m^-r5[i]-[6-3]v>-f 

tl/^On ICia^cDN- (3-v'r 7-4-^^/V'-lH-^>'K— /^-7-'l'/V) -3-v'Ty^>' 

[15] N- (3— >T/-4-^^/l^l H-'1'>'K— /l^7-'f'/>) -3—>Ty^>'-^V;:^/U 
/Js>'T5Kc^7K^Pi^O^0^B^8O-l 30°C-C;?]P^-r6r^^il#m^-ra [1 ] - [6-3] V > 
•tth^>lK^W.(DN- (3-v^T/-4-^^/W-lH— fVK— /l^7-^/l') -S-v-T/^ 

>'-^>';^./v*;:/T5:K(^J^^b (c^b) (^$!i3t:^?feo 

[16] N- (3—>T/-4-p<'^>'l^lH-^:/K— /W-7-'f /V) -3— >r 

x}s:/T5:K<^)7KfBi^o^^B^7K ^T'60-90^ tcT*pmit#i-^wi:^#m<t i-a [ 1 
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] — [6-3] V >-f tC|B^<DN- (3— ^Ty-4-p«^/WlH— r^'K— /V^7— T/H 

[17] N-(3— >T/-4-;^^/^-lH— O-K— 7-^/V)-3— >Ty^:/-if>';^/V 
7}^:/T5:K(O^7K^^(Z)|gf0^oj:T^N-(3-i/Ty-4-p<^/^-lH-^>'K— /^-7-^/p 
) -3-iXT/^^^fV;^7^'7}^>'T^K(D7Kf Pi^(Z)J^^s^-^tP^'a'i^^80- 1 30t:-C- 
)!JPl^-r5^,!;ilf#m<»:i-§ [1] [6-3] v >-rtb;6^l t^lE^ON- (3— >r /-4-^^7^ 
-lH-^:^h^—j\^7—fjV)-3-i^Ty^>'-if>^;U:^l^T^V(D^^^B (C^b) <^iSiat;i^ 

[18] N- (3— >'Ty-4-p<f^yV-lH-^:/K— >'W-7->r/V') -3-i/Ty^>'if 

;J^:/T^K(DM7Ki^<?5^^^oj:t;«N-(3-iXTy-4-p<^7WiH— r>'K— /i^7— r/i^ 

)-3-t/r/^>'-^>'><>/P7}^>'T5K<D7KfP^^O5i!t^^^tfm-^ife^7K4^-T?60— 90 

°ci:ixummw-r^^t^wm,t^^ [ i] - [6-3] v ^-r t^iE«c(7)N- i3—>T 

/-4-p<^/^— IH-^^'K— /V-7-^71') -3-i/T/^>'-^V^/^*::/T^K<0^^ (C 

[19] !^*XJ^[Hl^(C^3VN-C.lEl^^S(2 0 ±0. 2° )8. 5° t^IH^t -i^^^i" 
5. N-(3-VTy-4-^f^/l^-lH-'rvK— /^-7-^/W-3-iXTy^>'-e>>^/W/t^i/ 

[20] )^*X^|lI^J^ioV>T. mm^mi2e ±0. 2° )25. 8" iJllHl^t''- 

iJ^^W-rSs [l9]|5^(^|^B^B(AfB)o 

[21] #^^S^I^Jl>^^^^7^(KBr?fe)^^^oV^T. jSic616±lcin"'{CMt°— iJ'^^ 
7^>'T^K07K¥Pi^(?5M^ (A^) „ 

[22] 5^^B^lIX;^^i^WP(KBr?fe) Jc:*3V^T. MIC, jS^802±lcm~'lcl®l|Xlf— 

^^m-t^. [2l]fE«C(^^H^B(AH^B)o 

[22-2] ^^®lDl^-<i^h/KKBrfe) fCl*3V^T. ig[#[616± lcm"H;i®I|Xt°— i^Sr 
W-r-S, WIS[l9]*fcfi[20]tc:|Emo^H^B (A^0)o 

[22-3] #^®^I|X>^^iJ^h/KKBr^fe)lc:*5V^T. Mt-. iSm802± Icm'^Cg^KXt" 
-iJ^^^fS. BtrlE[22-2]tc|5^(D^^B(A^B)o 
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[23] "Cia#:NMRP^^i^h/WtC:}oV>-C.'ft:^v'7h^l34. 7ppm(Ct'— i^^^-f" 
N- (3— >Ty-4-7<^/l^lH->rvK— /W7-^/V)-3-v'T/^>'-e>P^>'V*ci/ 
T^h^(D7i^^m(DW^ (A^) , 

[24] '^C|aft:NMR^--^^^^y^^C*DV^T. 'fb^v'7b^l26. 3ppmt^t°— ^ 

^^-rS, it3ft3S23|5«c(^^^(A^)o 

[24-2] '^C@^$:NMR;^^i^h/l'JCl*3V>-C. it^iyyh^l34. 7ppm{;ifc:''— iJ'^W 

HUlS[19]-[22-3]j31|E«(^^^(A^)o 
[24-3] ^^C@^NMR>^^^^7^^^*5V^T. ^b^i/>'h)^126. 3ppmt;it°'- 

^^m-r^. MSB [24-2] {^|S«(^r^^(Afs)o 

[25] [1] - [6-3] V ^-f tu^^l (^lE^Oj^fB^-^^-f-^ISmaj^fei^o 

[26] [1] - [6-3] V N-f (:i|2^(D^^B^^^-r ^ifO-Wfr ^fflJ^IJ^Jo 

[27] [l]-[6-3]V^-f tL^^K-lEmO^B^B^-^^-rSOT^^J. -TV^Ili-ffif^^ 

[28] [ 1 ] - [6-3] V ^-r^tn iztim<Di^^B(Dmm.^±m^m^m^K^^'r^ 

[29] [l]-[6-3]V^-ftt;6-l^C|E«0^fB(7)mS^±^^»^i&#^cS-^-^5 

[30] m.mm^k -r^^mmimm. ^mmimm. wmmmm. %mmmM. m 
±mmf^m^L mmmmm. ^mmmmm. mmf^nm^. mmmimmmmm 
D^—^'^\^m^^mmm^tci-iskwmmmm<Dmm(Dfcib(D. [i]-[6-3] 

[0007] :^mm(Dmm:^mKxtiii. <t^m (sb) (om-'<o^mmA^hfs:?>m^B (c^b) ^ 
^Bm^j:t^z^^M^~(Df^^Bmmtvxmm-r^^t7!)^x'^. ^ti. t/ti^Mi^x^mxh 
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[0008] mMm3Axnhtifc^^^e(DmMxmmm^<^—>^0:-tmx^^o 
[0009] ur. ^^m(Dp^m^<:>^^xwmi^mm't^o :^mm(D^^B\^s &.T(Dwm^^ 

[0010] N-(3— >Ty-4-p<^/wiH-^:xK— 7i^7-^/v)-3— >Ty^:/-if>-;^/u;i^>-T 

^x.nMxmmtfT\^^^^x^m'^mi2d ±0. 2° )ii.4° Kmrn^'—^^^-t 
^:Lt^<^mt-t^f^^m.^tnt.mmnm(2d ±0. 2° )ii.4° ^s^mg. r 
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[0011] —m^. ^^-xmmm^:3^iir^m^^m (2 e ) f^iHi^f ^ ±0. 2" (DmmiHx-m 

hcDtvxmm^t^^'^^m^^h^o bfc^^o-c, *^*x^iiij(f {-*3tt6t°— i^cDHj^if:^ 

[0012] Mci^ma-i.^mmmi^^\^^xmmi^m(2e ±0. 2" )ii. 4° tctu^t*'— 
^^-fsj^fi. mi^nmi2e)ii. 2" -11. 6° 

Ji:v^5ri:^#5feU r(Hl^^S(2 0 ±0. 2" )19. 1" \zM^}^°-^^m-ir^\t\t 
X riil^^^(2e)l8. 9° -19.3° (^^lart{ctlI$Tt°-^^^-rSJi:V^5ri:Sr 

[0013] m^iC, ^0J^ffl*}^*5V^Tr^mi41O±lcm''(CMt— Tj^ 

ml409-1411cm"'^O^Hrt^elPi^^lXt°-^5^t:^-rSJ^V^5Ci:^m5lc■r-6o *fc. 
;*:5g>a#tC*5V^Tr^Smi443±lcm"'(7)^HrttJ:Mt:°— iJ'SrWi-Sjifi. fj^ 
mi442-1443cm"'lc:®lRlf — i^^^-rSj ^p^l^^it^-TSo 
[0014] *P^lffl*JCjoV^-cr'fb^v'^h^l43. 4ppm{^fc:°— i^^^i-^jtfi, riiSc^^l'J^ 
^#{CT'^C®#:NMRP<.^iJ'h/W^^%^TV\ it^^^yVlAZ. 4ppmilll^i:%;t. 
btL^f-i^^^^-rSjitSric^-rSo *fc, :2|s:0JJisW«lc*3V>Tr<b^-«x:7hJ^131. 

^frV^. 'fb^iX:7hi31. lppm^|ll^<b#;tbtL5fc°~i5^^W-t-'5jw^^S5fe-r^o 
[0015] N- ( 3-v-T /-4-^^7P-l H-^:xK— 71^7-^/1^) -3— >T y^^^if >^;^/I^7^^>^T 

:^mn(0^^^n (A^b) -fk-^*^ (5b) (DW--'(0^^nm^htii^ii^^m<Dm^nX-h 
o-C.*&^Xj||lHlJfft-*5V^T[Hl^:^^(2 0 ±0. 2° )8. 5° lC(Hl$ft -i^^^^-T-S 
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:Lt^W0.ti~^1^^n.^fciimifrnm(2d ±0. 2" )8. 5° RXf25. 8° l^dljfft" 
y^^^h/l- (KBrfe) (C^o V ^T^S^6 1 6 ± 1 cm"' {zm.i^^°—^^^i-^:it^WMt-r 

^i*5v^TYb^v:7^^l34. TpprnKYi'-^^rm-r^^t^w^tir^m^B. *fcfm 
[0016] -m^. n^-xmrnm^^sif^mm-^^ (2 0 ) n^Bunf^ ±0. 2° (t^^hi^t*^ 

[0017] ;^^|g^#^c*5v^T^Il]^ff^^(2 0 ±0. 2" )8. 5° tciiijfft"'-i5'^^i-5j^«. r 

. riHiJ^:^S(2 0 ±0. 2° )25. 8° (c|HiJfft°-i^^^-t-§j.^(*^ r[ll$ff^^(2 0) 

25.6° -26.0° (Dmm\iHimm\^°—^^^-r^]t^^o^t^M^-r^. 

[0018] III«tC,;2is:^^»lc*5V>Tri^^616±lcni"HiPi^t|Xt°-i5^^^-r5jif*. T^g^ 
615-617cm"'<7)«SffiF*gjCBiiHXtW5:^i-§J^V^5:ii^M*-r?)o ^fc. ^P^JNB 
#{^4oV^Trig^802±lcm"'(C®^llXt°— ^trWi-^J^f*. ri^^801— 803cm"' 

[0019] :*:5g^#tc:*3v^Tr>fb^^/:7h^i34. 7ppmt;ifc°— rii^toay^ 

^#tcr"C@<zfi:NMR^^i5'h/V?l!|^?rfTV>, •fb^^>:7M34. 7ppm^P#^#XL 
P^tl.^t^-i^^W-T'Sj^^^^t^fe-rSo *:^c. :^(s:0Jlffl»^CjoV^-C^'fL^v'7h^l26. 
3ppmJClt'— i^^^-f 5J rii^(D^|lJ^^#i;iT'^C@^NMR;^^^h/way^ 
^fTV\ 'fb^V7M26. 3ppm^|^^^#;tbtt5b:"'— ^^;^-t-Sj:ii:^S^i--5o 
[0020] (A^b) fi. (era) ^^^iJ^/^/w^^TK^o^S-^^ 
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[0021] c3,(Dm^i^:^m(^.^m 

mi(Dl^^^M^^hfj:^h<D^ti) Xh^<^ :itih(Dm^mxh^Xhi.\' \ 

[0022] ^mi^^m-r^mmn. n-:/nt'7UT7U3— /W, -ryy^ntVur/Va— /U. n-y^ 

[0023] s--:f^/^^rj\^=i—jvt7Kt(Dm^mm^m.m-r^m-^(Dm^it mmit) 0^ 

b<}i3:l-5:l-Cfe>9. «t«9$f^b<fi3. 9:1—4. 1 : It^fef?. $?5J^0^b<fi4: 1 

[0024] 4y^}^\i'j\^r/]^=^-/vtyi^t(Dmi^mm^mm-r^m^(Dm:^it mmit) . 

0^b<ft5: 1—100: l-efe<9. <t'9$f^b<fi9: 1—100: lt?$)<9. $e>J;i^*U<«9 
. 9:1 — 10. l:ll?fo»9. t>o^ti$f^b<f*10:l-Cfc5o 

[0025] ^fc. mm(D^mmn. it^m (sb) ;eisj!}pfi*iic,j;i9^j^-r^»?rTPSi:L. ^fatT^itx 

(5b) (^m»tC^-r6^»it-T?3-40f^»(v/w) T*fef9. J;«9$f ^L<«10-20{$ 
»(v/w)-Cfef9> $bJ3:^eF*b<{il5-17l^4(v/w)T'fc«9. *l5^if*U<{:±15. 7 
—16. 3f04(v/w)-Cfc5o 

[0026] it^m (5b) ^^^-t-stfi^fi, ^MJ-i^^cT^k^i^ (5b) nmm^^um^m'M: 
(DffnM'^nm^^(Dmm^^^i^xm'M.^&mm^mmi.xmm-t^^ti>m-^i. 
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^mmm. m.i^umm^)it:^\:^xm'^misi-i'tiitx\^\ *fc. fti^f^Mmr 
[0029] cM.<Dmmirmm$^nm) 

m^^m-r^it^mi5h)ii^ t*(Dx^fmmx$>^x-hx\^\ -rt^ihib. Ti^^^mxh 
m7i<^mxh^<. $¥^Bmxhm^mmm(om^^m^ht£^h(D-h^t^)xi^x<. r 

. t.f:Lmt^<^ (5b) (Dmyi^m^^^m^^XMt^^ (5b) (D7i<.mm(D^^B<Dm^mx 

mhMm^^(^mmm(DmMm2Bisj:xjir>)^^m^^^^t7!i^-^mx$^^o 
[0030] {b-a-i^ (5b) %:Mmm.mmmKxi]mm.m'r^^tKXK). N-(3-v'Ty-4-^^ 

[0031] iP^t&^tUTfi. M3t«J-/J£:CTjil:51*^-r5ri:;ei5-c^5;65^ *U<fS80-l 
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[0033] mh^fcMyi^w^mit. ^mwm\^mm<D^m<D^m'^wtmm(D:^m'^m^ 

[0034] ±m(D:ijm\^X^xmhtitiC^an^—(Dm^Bm^h^j:^. :i(D^^^Bmi'i^^xh 

mj^m^^^vxm. mMitKhmi.x\^^^o 

[0035] ^^P^(Q^^B»^^-t-^IS^m5fe#> 

i[:^!^i5h)(Dm.mm^\t\^x(D^mkm\^xn!wm':scmKmmiz.m^^tixi3 
^.'^ntmmi^^mm(D^^Biti7immm(Dm^m'^tvxmm-r^:Ltii^x'^^o 
!^m':xmi(Dm^(Dir^x^^mthx:^mmm(Dm^i^-^^^o *fc. ^^m(D 

^mmm. ^■:f^ji^m. ^^^^ym. h^-^f-m. @^a^j> ^^j. mmm. w^mm. bs 
mmm. mmu m.^m. y^^yz^nu ^-i^^'^m^ti.xmmit-r^^tj!)^ 
-c'#s„ mm<tKnmnm\^^hti^umM. j^-^^j. m^m. m^m^m 

*3J;t;5i^>M}e:J:t)^^^b^J. a^b^J. m^^i&mm. #ffifStt^J. pH^g^J. 
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[0037] :Linh(Dm^tVx\tm^i-£^ :ka.m. ^m. ^^^V±y^vm(DW}mmm-MW} 

y/v\fi^>mmm=^^T/u. ^v^vi^msn^^^^T/T^. ^]):t^->^'^u>y/i'}f 

h^;^Vh, if^^V. v'a:7s/i5'. hKn^->::7"ntVM^/Hr/Vn— MYxi^-yzfxi 

:/n5/i^7}fy-^-. y-^jvv^fi:Et^^ ^mmhx^xn.^ mTLmm. m^. -^^^^-m 

. IgB^B-fe/^n-^, j^m7K^-:^hy'>i^. ^^^^/M;^/Vv''>i^. v"^:^ 

x.i^^7'Ty:/m-^^^v'!>A, ij'/Vi^. 7ify:3i^i/>'i/y=— /K m\Mmi^ 
UT«, ^='Tm, ^^5/;^7li. ^#t5c. ^Niy;(7», M> m^mmm^^hf\.^o 

^ibi^'ji^'^m^jt^cxm^m. mmm. m^m. m^m. m^m^mti: 
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[0040] :itih<DmM'mnMiat.m^. ^(Z)mi^>M(iJ:«9iil:='— r^i^i^'i-^rtfi'b*? 

[0041] ^fc. i^r:^^y:^m'^m^mmMn<Dmm^mm-r^miai. ^mn iZ7f)^t>^^t^ 

K}ts\:^xmm^mm. ^mim\^i:t^mn^Xs ^mi^ixmrn^t-t^o 
[0042] ^mm^mm:-t^m<D:ijmmm^ti-r. nmi^^mik-r^^ti^x^^o -r^fc 

mmm. ^xy^^^ft, ^mm^^L v>'mMm. Tju=^—/vm. ^mTji^=^—j]^m. tk 
m^m. ijimimL ^\^-hm. ^mmmm. m^^n. wwj:t^^mm-r^^t7f)^x 
-cjf[L?5fc<sii3^j^ mmm. m^m. mmmmm. \f^^>ms r^/m. ^mm. ^mm 

[0043] ^mmi:if)^t^^'^^s^^-^i-^m^, ^(DMmi:im:Lm'^^ti-r. mmm\^^hn 

y<^y^m. ^->'3>M^^t'(Dmtvxmmitu ^^■r^^tf)^x 
m(DMci^mmm. i^-^mm-m.(Dmmmicjts\:^xm'M:ms:^t7!)^x^^o 

[0044] &>~fi^. N-(3— >Ty-4-p<^/wiH— f^'K— /w7--i'7w)-3— >r/^:/if:^;^ 

[0045] ioomgmM^m:fjiim^fcy)(D^m) 

[0046] [^1] 
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(mg) 







100.0 






123.8 






36.0 






48.0 






9.6 






2.6 






5.7 






1.2 






2.6 






0.45 






0.05 




^ tf 


330 mg 



[0047] bQmg,%m^^io{imhfdO(r>^-m 

[0048] \M2\ 



(mg) 







50.0 






61.9 




mmm 


18.0 




mmm 


24.0 


tKndf->:/nb:VHr/VP— ;^ 


m^m 


4.8 






1.3 






3.4 






0.7 






1.6 






0.27 






0.03 






166 mg 



[0049] 10mgM^J^^:^(l^fcfcl9(7)'^») 
[0050] [^3] 
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fife ^ i ^ ^lom. 

(mg) 









10.0 


-x'>'^l )V 






89.9 






mm 


38.0 






^mm 


16.0 








4.8 








1.3 








3.4 




=3 




0.7 








1.6 








0.27 








0.03 






^ n- 


166 mg 



[0051] 2mgM^J^M:^(l^fefc«9 (75-^1:) 
[0052] [^4] 



fife ^ a m ^ism 

(mg) 







2.0 





mmn 


95.9 






40.0 




mmn 


16.0 




m^m 


4.8 






1.3 






3.4 






0.7 






1.6 






0.27 






0.03 






166mg 



[0053] ?fc*3, ±t^m:Jj(DmMn. mM^m^—mi^m\^^htix\r^^:^m^x-oxn^ 

[0055] ^jjfe^il 1 A : 3— >T 7-4-^=9^/1^7-^ SP-lH-^^-K—yPt^Mife 
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[0056] Wbi] 




[0057] -;^^^/^7lN7WAT^K740mLtcl0'C-e:^^V±S>fl^!J>'235mL(2. 52mol)<SrAP^> 

H-^>^K— /'^370g(2. lOmol) (WOOO/SOSgS-^) ^Dv^7«^/^^}^/^AT^K^^^( 
1 1 lOmL) ^0'CT;!]Px.. 2B#r^;!3Pf^^#Lfcio 
[0058] l^iZ^ :L(D^I^^W^iZ}ih^u^-y/\^TV^^^^292g (4. 20mol) (Dv^^^/WtJn/V- 

hy'j7A^?KSr*P;tTpH7tc^«b;fe^. J^^B^^i^. 7Ki5feU MIB^b-^i^4l2g^ 
#/c(l|5l^:97. 6%)o 

[0059] HPLC^^fTf-J;^). W000/50395-^tS«O3-iyT/-4-^^/^-7-— bn-lH 
(HPLC^#) 

#i!jti:CH CN/H 0/70%HC10 =500/^500/^1 (v/v/v) 

3 2 4 

^titi:UV(254nm) 

;^;7A:YMC-Pack Pro CI 8 250X4. 6mm 

[0060] mmm2A ■. 7-r$ y-3— >r y-4-^^/w-iH->c>-K— /i^cpjsti^ 
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[0061] Wb2] 




[0062] ||J6MlA-e#;fe3— >Ty-4-7«^/^-7-::^hi3-lH--t'>'K^/>400g(l. 99mol 

i^289g^#fc (11X^:84. 8%)o 
[0063] HPLC5>^lf(Cj;|9. WO00/^50395-^fBS<^7-r^/-3-VTy-4-7<^7l^lH 

(HPLC^#) 

^W}^:CH CN/H 0/70%HC10 =400/600/1 (v/v/v) 

3 2 4 

?5fD3l:l. 0mL/:9- 
^a:l:UV(282nm) 

;«7^A:YMC-Pack Pro CIS 250X4. 6mm 
[0064] mmmSA N- (3—>T 7-4-7^^/1^-1 H-^:/K— -3-'>Ty^>'if 
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[0065] Wb3] 




[0066] |IJi'^!l2AT#/c7-r5:y-3— >Ty-4-;^^yP-lH--l'>'K— 7^5. Og(29mmol) 
*3<tt;«3-i/Ty^>'-eV;^/V/jN=^/V^n!;K6. 48g(32mmol)[CAS No. 56542- 
67-7l^m^^^/^^lS0mUzmmi.. ?>:V^-e7K75mL, \i°Vi^:y2. 83niL(35mm 

j^^^JP;tT45-50t:T*30^9-«^^bfc^. MigU^^LfCo Z.ol.X%hfhfzW^^n 

-f o-e2iEii5fe?%u mmt^%(D'^^B^. i7g(^Mtfi<^)m»)^#fc:o 

[0067] HPLC:9'^'fJ^:J:!9^ WO00/50395-^|Bife<Z)N-(3— >Ty-4-^5^/V-lH->fV 
Y--j\^7--<;v)-3-^^rj^-y-^:y7.;v^iyr^Ybm\:^it'k^Xh^:Lh^^m^fz^ 

o 

(HPLC^fft^) 

^lijtBtCH CN/H 0/'70%HC10 =500/500/1 (v/v/v) 

3 2 d 

?5ft3i:l. OmL/i> 
;|ta:UV(282nm) 

::«;^A:YMC-Pack Pro CIS 250X4. 6mm 
[0068] *fc. #bttfc^^(^*&7|5Xj8StHl^^-?j5'-V^iait;i^L. m^f^ (2 0 )(7)t°-i5^ 

*5J:tJ?l^— i5^3fi^^^5tCl:^bfCo 
[0069] [^5] 
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2 e 


S RS 


Sfi S «I 




l/Io 


1 


11.420 


7.74203 


2122 


0.210 


55 


2 


13.040 


6. 78363 


913 


0.210 


24 


3 


14. 380 


6. 15437 


778 


0.300 


20 


A 
% 




0. 82415 


717 


0. 210 


19 


5 


IS. 540 


5. 69748 


220 


0.210 


6 


S 


16.380 


5.40714 


1013 


0.210 


26 


7 


17.000 


5.21131 


960 


0.210 


25 


8 


19.080 


4. 64763 


3925 


0.240 


100 




is. 44U 


4. aszai 


CAE 

505 


0. 150 


13 


10 


19. 780 


4. 48471 


1512 


0. 240 


39 


11 


20. 360 


4. 35824 


470 


0. 210 


12 


12 


20. 900 


4. 24684 


543 


0.210 


14 


13 


22. 500 


3. 94833 


1295 


0.150 


33 




n n e O A 
ZZ. OZO 


3. 92765 


1437 


0. 270 


87 


15 


23. 160 


3. 83728 


295 


0. 120 


8 


16 


23. 960 


3. 71094 


920 


0. 330 


24 


17 


24.400 


3. 64501 


890 


0. 180 


23 


18 


24. 520 


3. 62744 


952 


0. 150 


25 


19 


24. 980 


3.56168 


917 


0.240 


24 


20 


25. 560 


3. 48216 


698 


0.210 


18 


21 


26. 260 


3. 39090 


1230 


0. 270 


32 


22 


26. 760 


3. 32867 


823 


0. 240 


21 


23 


28. 840 


3.09315 


1277 


0.210 


33 


24 


29. 620 


3.01345 


270 


0.180 


7 



[0070] ^jfe^llB:N-(3— >T7-4-^^yk-1H-^:^K-yW7-^yM-3-VTy^>-€ 

WOOO/SOSSQ^IB^CON- (3->'T7-4-^^/P-lH-^>'K— /l^-T-'l'/^) -3 
-•^TZ-O-if VT^KOS^&^#. W^^0lfe#icS<5v ^-C^|S<b^%(^^ 

[0071] 7-T^y-3— >T/-4-p<^/l^lH-'f:/K— /l^dOg, 58. 4nimol) <^)7^h^tKn 

2. 5g)^M:t. ^?aT'3. 5BtPH^SI#LfCo 2Nlt^(100ml)^SP;t, m^^^^^X- 
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m^Vt^o —mmSMim^. m^it-^mi^. 33g. 27. 7mmoU 11X^47%) Sr#/c 

o 

[0072] 'H-NMR^^i^'h/V (DMSO-d ) 6 (ppm) :2. 58 (3H, s) , 6. 52 (IH, d, J = 

6 

7. 6Hz), 6. 80(1H, d,J = 7. 6Hz), 7. 74(1H, m) . 7. 92(1H, d. J=8. OHz 
), 8. 12(2H, m), 8. 19(1H, d, J=3. 2Hz), 10. 13(1H, s), 12. 03(1H, s) 

O 

[0073] mhfifz.^^m(Dm^'Kmm^^<^->'^m2\^^\^, m^f^ (2 0 ) (D\f—!7i!^xxi 

[0074] [^6] 





2 ^ 




d tit 






1 


5. 960 


0. 236 


14. 81 87 


3492 


49 


2 


8. 100 


0. 212 


10. 9063 


2820 


40 


3 


8.440 


0. 188 


10.4677 


1968 


28 


4 


11.920 


0. 259 


7. 4184 


4067 


67 


5 


14. 120 


0. 282 


6. 2671 


7103 


100 


6 


15. 120 


0. 259 


5. 8548 


2142 


30 


7 


16. 400 


0. 165 


5.400$ 


2330 


33 


8 


17. 660 


0. 141 


5. 0180 


1905 


27 


9 


17. 960 


0. 212 


4. 9349 


1998 


28 


10 


19. 240 


0.306 


4. 6093 


5707 


80 


1 1 


21. 380 


0. 235 


4. 1526 


2443 


34 


12 


21. 940 


0. 282 


4. 0478 


5602 


77 


13 


23. 020 


0. 212 


3. 8603 


2602 


37 


14 


23. 580 


0. 165 


3.7699 


3172 


45 


1& 


23.900 


0.400 


3. 7201 


3958 


56 


le 


24. 540 


0. 282 


3.6246 


2812 


40 


17 


25. 840 


0. 165 


3. 4451 


4302 


61 


13 


26. 520 


0.212 


3. 3582 


3045 


43 


19 


27. 540 


0.376 


3. 2361 


3265 


46 


20 


28. 380 


0. 1 18 


3. 1422 


2655 


37 


21 


28. 520 


0. 188 


3. 1271 


2435 


34 



[0075] mmm\Btmm<D^mKxy)m-<D^^n(omik^^^tLiiK 
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[0076] mmm2B n- o— >r h-^>v—/v-7-^m -s—^t y 

/i-)-3-iyTy-<>'-if>';^/k/i>>'r^K(7kfpi^<z)*^^?r^J;i'^tf^'^i^) (i. oog) 

fCo CtL^$bf-50°C-ei3B#r«m;^b. gJ^m-ai^l5gfe*SfB^UT. N-(3-v-r/ 

^i:«7Kife^^ (C^) (^^^l-a-i^ (744mg) ^mco 
[0077] ro5*>200mg^l20t:T'30^rBmi^-r^w^{Cj;l9. N-(3-vr/-4-p«^/P- 
lH-^:/K-/V-7— f/W-3-v^T/-<^if :/;^/^/iN^T^Kc0^rB (194mg) 

o 

[0078] mhtitim^(Dnmxmmi^y<^->m\mvfct:L^. mmmicxmhntci^ 

[0079] ^jjfe^il 1 C : N- (3— >T y-4-p<^yW-lH-^>-K~-/V— 7-^/M -3->^r 7^ V-^ 

7-T^y-3-:Xr/-4-p<^/l'-lH— I'^'K— /1'2. 50kg (14. 6mol) *d J;r;«3— > 
T/^V^f>'><./^;J^:=l/^:^^^^;K3. 24kg(16. 06mol)[CAS No. 56542-67-7] 
^g^^p«^/U25Ltc:llpL, i^feV^T♦@^®?p<^/^87. 5Ljoj;t;?7K37. 5L^*P;tfCo ^ 
{;it°yi^>'l. 39kg (17. 52mol)^?STU 2^^^#UfCo 
[0080] S^S?^tiI«lt^O. 36L(4. 38mo\)^M^fc^. Waii^7K37. SL^dJ; 
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^tmMji^.-ryT'ntVVT/V^— /HI. 4Lar7Kl. lL^SPx.fCo ^c^^^s^iot; 
#fc(J|X^:73%)o 

[0081] #pDixfce#,>^r0)|5&^O7K5>'^ASr;&— /W7^v'-r-feJ-J:9SySU/c^r^^ 1 
(HPLC^#) 

^tt+g:CH CN/H 0/70%HC10 =500/500/1 (v/v/v) 

3 2 4 

?5ft5g:l. Oml/5> 
1^m:UV(282mn) 

:*9i^:YMC-Pack Pro C18 250X4. 6min 

:t}vJ^U& : 25°C 

[0082] #fjtbfcj^fB<^i(5&7feXigiIlI^/-?i5'— :/?rlll3(C^b. HI^:^ (2 0 ) (Dfc'-i?*3<tt)« 

t-j5'§S^?r*7{c^bfCo 
[0083] [^7] 
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2 theta (decree) 


Relative Inteneitv 


11 .4 


47 


13.0 


24 


14.4 


20 


15.2 


21 


16.4 


30 


17.0 


16 


19.1 


100 


19.8 


36 


20.4 


12 


20.9 


15 


22.6 


37 


24.0 




24.5 




25.0 


27 


25.6 


19 


26.3 


35 


26.8 


23 


28.8 


35 


31.6 


24 


32.7 


10 



[0084] t.fc^ #btl.fcMfB(^'^Cia#:NMR;^^i^h/V^|ll5lC;^L. 'fb^v'^hSr^Stc:^ 
[0085] [^8] 



Chemical Shift (ppm) 

143.4 

137.7 

136.9 

134.2 

131J 

128.5 
126.4 

125.8 

124.3 
120.0 

118.8 

1 15.8 

1 1 1 .0 

845 

19.4 



[0086] ^hi^^ #f>ttfc^H%<?5#^^-<i^hy^(KBr&) ^m7iZ^l., ©^HXt'— ^^^(^jjig^ (c 
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m"') *5j;t/^jl^ (%T) ^mSiZ^VfCo 
[0087] [^9] 



V\fevenumber (cm— 1 ) 


%T 


Wbve number (cm-1 ) 


%T 


3212 


5 


1087 


23 


2954 


26 


1060 


38 


2872 


26 


984 


25 


2242 


22 


939 


41 


2223 


7 


905 


25 


1715 


47 


839 


45 


1617 


49 


819 


38 


1519 


29 


795 


32 


1472 


42 


754 


33 


1443 


12 


690 


19 


1410 


20 


676 


16 


1337 


12 


652 


26 


1316 


17 


625 


24 


1260 


32 


607 


28 


1207 


33 


588 


20 


1178 


32 


559 


17 


1158 


6 


518 


14 


1102 


32 


420 


45 



[0088] mm.mir> ■. N- (3-'>T y-4-pt^/^-1 H-^>'K>-/P-7-^/1^)-3— >Ty^>-^' 

N- (3— >Ty-4-^^>'W-lH— 1'>'K— /^-7-'f'/l') -3—>T/^:y^>^/\^^l^T 
5K(31. 8g)^^y>^crtVPT/W=i— /W(954ml)*5j;t;«7K(9. 5ml) tf^ -J^fisO'Ct? 

[0089] ^j»fe-gil2D:N-(3— >Ty-4-y^/U-lH-^:^K— /I^-7-.^/V^)-3— 
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-<>-^^;^/i'7}>>'T^K (5g) ^tk (100ml) fzisi^b. 8ox:-^i7^mmmmwi.tco 

j^U mn&it'^^(D'^^m{4. 20g)^#fc(l|X^:97. 

(^^^ (Mtk^^^^h (c^b) ) xh^:it^mm\^fco 

[0091] !^1ife-^i| 1 E : N- ( 7-4-;^^/^-! H-^>-K— 7 W7-^/I^) -3-iyT / 

N- (3-v'Ty-4-^^7WlH— fi^K—yU— -S-v'T/^^^if 
^K(^7K«^5^fB(C^), 1. Og)Sr*l7K:3^i?y— /K36mL)^7K(6mL)cD^?^T*70 

mhtifc'^^e^200X:xm.m^'^. n-(3— :xTy-4-^^/w- ih— r:/K- 

/W7— r/^)-3-v'Ty-<Vif ^;5^/V7J^^T^K (MTki^^^ (B^) ) ^#fCo 
[0092] #btl.fc*^^(Oi^^X^Il]^/^^?— v^msi^^bfco 
[0093] l F : N- ( 3— >T y-4-;'<-9^/l^- 1 H-^:^K— /1^7— -3— >T 7 

N- (3-v^Ty-4-;»«^/W-lH-^>'K— /W-7-^>'^) -3-i^Ty^>'-^>';^/VJ^>'T 
^K(lRl7Ki^^^B(C^). 1. Og)?rli7k^^5'y— /K36mL)^7K(6mL)(D^/^-e70 

^Itilb. N- (3-v^T/-4-y^/k-lH-> 1':/K— /^-7— YyV') -S-iXT /-O-^'v;^ 
/P7i^>'T^K (TKfPi^^^B (A^b) ) ^mco 
[0094] #btLfc^^(7)3^*Xj|^[lI^^N'>5'-i^Sr|g4}C^U. lU^:^ (2 0 ) CDt°-i5':Rt;?l::° 

[0095] [^10] 
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2 theta (desree) 


Relative Intensitv 


8.5 


100 


11.8 


8 


13.9 


14 


15.1 


20 


16.5 


61 


17.0 


17 


17.7 


11 


19.9 


16 


20.3 


16 


21.8 


8 






23.9 


23 


24.5 


13 


25.8 


41 


26.3 


39 


28.6 


13 


3P,1? 




34.4 


7 



[0096] ^fc. 'i%hnfc'^^<D'^Cmi^NMR^^^Wl'^m6l,C^]^, it^i^^h^miu^ 
[0097] [*11] 



Chemical Shift (com) 
139.9 

136.5 

134.7 
131 .7 
130.5 

129.9 

128.2 

126.3 

122.4 

119.9 

118.4 

116.9 

114.1 

111.7 

82J 

16.1 



[0098] ^^K^ m^nfcf^^B(Dm^^^^w^iKBTm) ^msK^i^. wlw^'—^<^^wl (c 



wo 2005/026118 27 PCT/JP2004/012649 

m"') Rx^mmm (%t) 2tc^bfco 

[0099] [^12] 



V VCi V w 1 1 U 1 1 1 ( \ ^wl II 1 / 


%T 


¥ va V ^ 1 1 mi 1 1 I \\^it I \ / 




3749 


48 


1 1 39 
1 1 


1 7 


3650 


35 


1 108 


29 


3400 


1 2 


1 091 


32 


31 31 


23 


1 060 


50 


3071 




Q8? 


47 


291 6 


42 


964 


54 


2233 


32 


928 


51 
^ 1 


221 7 


1 7 


907 


47 


1 846 


60 


850 


52 


1 734 


58 


81 3 


42 


1621 


47 


802 


36 


1517 


25 


702 


26 


1472 


37 


682 


22 


1422 


13 


635 


28 


1389 


40 


616 


24 


1347 


13 


597 


32 


1320 


23 


572 


26 


1244 


46 


556 


29 


1206 


34 


526 


42 


1179 


38 


508 


28 


1160 


1 1 


420 


51 



[0100] 

[ia^^#A] 

^fflXiH: CuKailfe 
l^SJE: 40kV 
WM?5fD: 20inA 
^t!c:^y5/h: 1° 
^^^y-yh: 0. 15mm 
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^mj^: 40kV 
^mU: 200mA 

^^^^y^/h: 0. 3mm 

[0101] limM3AT'#bttfc*S^{t±|Hi!J5e^<^Aj3lT?l'J^b. ||»!jlB, IC. 1E*5J; 

t>*lF-t?#p3nfc^^B«_hraiJ^^#Bt^Ta'J^UfCo 
[0102] ('^C@#:NMR^^i5'WK^?l!j^) 

IIMMlCfcJ;i;«lF-t?#bH:^c^^(D"c@f*:NMR>^-<^hyw?|iJ^^^^r(0 

S'J^?fi-^: ^?S(-22°C) 

Wmmm.: v'y='— >'=iA(rtf|5SSp:l. 56ppm) 
fiij^i^: '^C(75. 188829MHz) 

^<fV:^mmjm^: 70#(A^:^3t^!llF) 150|i'^(CrB:^iiMlC) 
/nVW>^^— K: CP/MASS!j^(VACPX-pm) 
[0103] i^^mM^^^YfViYiS>xm(^m^) 

IIJtl?«ic^3J:U5iFT-#^ttfc^^B(7)#i51^><.-<i5'hyvaiJ^{i, :i:'fb;j?7y!i7A|^^j?* 

[0104] : ^liMlB-e#btl5.^fB<D|ieS 

[0105] (HPLC^^^) 

•)J^J^\ ODS;^77A(|^^4. 6mm, ;!&7i=^:ft 250mm, 3|&^^g5/im) 
30°C 

^^ttilSS: 282mn 
iJfCji: 1. OmL/:$^ 

A?g CH CN/H 0/70%HC10 = 100/900x^1 (v/^v/^v) 
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Bm CH CN/H 0/70%HC10 = 900/100/^1 (v/v/v) 

3 2 4 

[0106] [*13] 



Time (min) 


m i%) 


Initial 


35 


40 


100 


50 


100 



[0107] i^mmm(Df\-w:^m) 

N- (3-v'Ty-4-^^/k-lH--l'>'K^/V-7-'l'yW) -3-i/T/^>'ifV^/W7jN>'T^ 

^>!r<?57p^#>i:(%) = m^<oymm^—'^mm^/i-^'^—^wm(ow^m x loo 

[0108] HPLC^^ff(^^m> ^liMlB-t?#P>ttfc^^B(:i. yfimi^2. 1 7%^ A/-t?V 

[0109] l^^^?i|2:3fe}Cj;S|l#:^^tt 

HMMlC. IIJfe^!|lE*3j:TJ«||JgMlF-e#btl.5#M^0^. 25t:/l000Lx(^ 
^^ttf^^^g. LT-120D 3},-riSm^WM^m, 0 5(c)-ei-ir^P^^tJ«3 

[0110] (HPLC^{4=) 

«14l;i^Lfc:i/^i^:i^:/h^n^^Alz:j;t)^ffi$-^fcii;l^fi.Ki^^Jl{;:^Uf^^ 

[0111] [^14] 
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Time (min) 


Bm (%) 


Initial 


35 


25 


35 


40 


100 


50 


100 



[0112] m.^mu^7jkvfctfM-:^mtmm<D:)jmM. '^^n\^^-^ti^yfmi^&^^mc 

[0113] [*15] 





^i^ifefl: (%) 


^ Jfe 1 F 


mmm IE 


mmm i c 




0. 42 


0. 50 


0. 51 


25'C/lOOO Lx/1 ^ M 


0. 41 


0. 83 


0. 51 


25'C/IOOO Lx/3 Jjr M 


0. 51 


4. 44 


0. 51 



[0114] &.±(D'^m^h, :^mm(DN-(3—>Ty-4-?i^/l^lH-4>'h'—Jl—7-4jU)-3 

[0115] ^^mmn. ^—(D^^^mm^>ibfJ:^. yti^M-t^^m^mtitc, N-(3-v'Ty-4-^ 
. %m^mm. m^mmmmm. mmmmm. ^m^mmm. m^^nmm. m 
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[1] *&^Xi8|[El*fJ-*3V^T. ©^^^(2 0 ±0. 2" )11. 4° \Z.m^^°-^^^^^. 

N- ( 3-iXTy-4-p<^/l'-l H-^^'K— /W7--1'/V') -3- v^T /^:yifV;^/^7}N:/T^ 

[2] *&7|5Xj8ilHl^tc:*5V^T. Mli. lsl^:^l^(2 0 ±0. 2° )19. 1° 

. N- (3-:^Ty-4-^^/WlH-^>'K^/«^7-^/V) -3-v^Ty^:x-^V;^/W7jN>'T 

[4] 5^^Sii|Jl><^-<i5^b7W(KBrfe) ^::*5V^T. Hi^l. i^^l443± lcm"'{CPiii|Xt:°— ^S: 

^i-S. tf*IB3tS«cCD^^H(Ca^B)o 
[5] '^C@i^NMR;^^i?h/VtC:}3V^T. it^^y^h^^lA3. 4ppmt3:t°— i^^^-fS. N 

- (3— >T/-4-^^7wi H— f ^'K— -s-v-r /^>'-^>';^/v*::^r 
[7] N- (3— >'ry-4-7«^>'^-iH— fvK— /p-7— fyw) -3— >r/'<:/if :/^/V'/i^:/T 

— 6V^-ftL;6*13SIE^(DN-(3— >Ty-4-^5^/WlH-^>'K'->'^-7-^/V)-3-i^ 

ry-^i/'if >';^/^4^>'T5K<z)^a (c^) (7)^5g;^feo 

-efc5f»*^7|5a<7)®ljit^ifeo 
[9] ^^^^K:dS. s->^^7wr/W3-/u^:7Kt<^^l'a'^^ (^*Jt3 : 1-5 : 1) ^fcfi-T 
y^ntVl-Ty^3— /Ui:7K^(D^-a-^^(^»it9: 1 — 10: l)T'fcSf»^JX7|5^<D 
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N- (3-^/Ty-4-p{^>'i^i H-^>}^-'/u-7-^/v) -s-v-r y^>'-^i/;^/V*:>'T 

N- (3->^Ty-4-^^/^-lH— f VK— /^-T-^/l/) -3— >Ty--<>'if>>?>/^7^^i/r 
5K'lr80-130°CT-;?3Pl^-rSi^^#at-r^W^3gi^6V^-rti,^n:SIE«t<^N-( 
3-v'r/-4-;^^/U-lH->f>'K— /V-7-^/U)-3—>T/^;/-eV;^/^7jK>'T^K<D 

N- (3— >Ty-4-7<5^/^-iH— rvK— /^-7— r/V') -3— >Ty-^vif ;/^/^;}n^t 

lE^ON- (3— >T/-4-;»<^7Wl H--1'>'K— 71^7-^/^) -3— ^T/^^--^^-:?^/!^ 

N- (3-v/T/-4-7<^/^-lH-^>'K^7^-7-^/U-) -3— ;xTy^>'if >';^/^7^>'T 
^K<D7K?P^(^^fB$r80— 13O'C-r^;bP^-r5::t^#mi:-t-'5f»^3Sl-6V^-ftb;0^ 
13Sl5^(ON- (3— ^Ty-4-^^/V—lH-^VK— /W7— r/>) -3-v^Ty^>'-^>' 

N- (3— ^T7-4-^^7U-l H-^>'K— 7^-7-^/1^) -3— :yTy^>'if >'>^/V3^^>'T 

— 6V ^TiX^O^l^lB^tDN- (3-v'T/-4-p«^/WlH-'<>'K— /W-7-'f 71^) -S-iX 

T/-<>'-^>';^/l-;^^>'T^K<^;S^0 (c^) <Dmm:lfmo 

n^Xmrnmi^iSl^^X^ lHl^:^^(2 0 ±0. 2° )8. 5° J^|Eltfft°— ^^^-#--5. 
N-(3-i/Ty-4-7<^/^-lH— r'>'K— /l'-7-'l'/^)-3-iXT/^>'-|f>';=?.>'W3!j>:/T^ 

n^xmm^i^iis\^^Xs Htci> (Hijff:^^(2 0 ±o. 2" )25. 8° jdni^f— i?-^^ 
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N- (3-iyT7-4-^^/V-lH— r VK— -3->^T/^>"e>P<>/W*J:^T^ 
[20] ^^mi\^^^^hJl^{KBTm) ^vl*5V^T. Mt-. jS^802± Icm^HcPi^llXfc"— iJ^^^ 
[21] "C@#:NMR;^^iJ'h7W:i*5V^T. 'ft::^i^:7h^l34. 7ppml;it°— N 

[22] '^C®^NMR^^i:7]./u{C*3V^T^ St-, 'fb^>'7h^l26. 3ppmt::t°— iJ^^J^Ti" 

5. f*^^2l|B«(D^^B(A^B)o 



wo 2005/026118 



5/9 



PCT/JP2004/012649 



Ems] 




7/9 




1% 



wo 2005/026118 



9/9 



PCT/JP2004/012649 



m9] 




CD 
CM 



(sdo) A1ISN31NI 



4t 



INTERNATIONAL SEARCH REPORT 


International application No. 

PCT/JP2004/012649 


A. CLASSIFICATION OF SUBJECT MATTER 
Int.Cl'' C07D209/42 








According to International Patent Classification (IPC) or to both national classification and IPC 




B. FIELDS SEARCHED 


Minimum documentation searched (classification system followed by classification symbols) 
Int.Cl'' C07D209/42 


Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 


Electronic data base consulted during the international search (name of data base and, where practicable^ search terms ased) 
WPI (DIALOG) , BIOSIS (DIALOG) , CAS (STN) , MEDLINE 


C. DOCUMENTS CONSIDERED TO BE RELEVANT 


Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


R^elevant to claim No. 


A 


JP 2000-247949 A (Eisai Co., 
12 September, 2000 (12.09.00) 
& WO 00/50395 Al & EP 
& US 2002-128480 Al 


Ltd.) , 
1074542 Al 




1-22 


A 


WO 02/36117 Al (Eisai Co., Ltd.), 
10 May, 2002 (10,05-02), 

& EP 1331005 Al & US 2003-215523 Al 


1-22 


A 


JP 9-316053 A (Eisai Co., Ltd.), 
09 December, 1997 (09.12.97), 
(Family: none) 




1-22 


1 1 Further documents are listed in the contmuation of Box C. 


1 1 See patent fiimily annex. 




* Special categories of cited documents: 

"A" document deflning the general state of the art which is not considered 
to be of particular relevance 

"B* earlier application or patent but published on or ader the international 
filing date 

"L" document which may throw doubts on priority claun(s) or which is 
cited to establish the publication date of another citation or other 
special reason (as specified) 

"0" document referring to an oral disclosure^ use, exhibition or other means 
*P" document published prior to the international filing date but later than 

the priority date claimed 


'T* later document published after the interaational filing date or priority 
date and not in conflict with the application t>ut cited to understand 
the principle or theory underlying the invention 

*^ document of particular relevance; die claime d invention cannot be 
considered novel or cannot be considered to involve an inventive 
step ^en the doooment is taken alone 

document of particular relevance; the claime<i invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such combiiuttion 
being obvious to a person skilled in the art 

document member of the same patent family 


Date of the actual completion of the international search 
29 November, 2004 (29.11.04) 


Date of mailing of the international search report 

14 December, 2004 (14. 12.04) 


Name and mailing address of the ISA/ 

Japanese Patent Office 

Facsimile No. 


Authorized officer. 
Teleohone No. 



¥om PCT/ISA/210 (second sheet) (January 2004) 



A. mm<om-t?>^m(o^m (h^4#W5J-s (i po > 

Int.cr C07D209/42 



SggaJS#-§- PCT/JP2004/0 1 2 64 9 



ssa^fTofc^/Mssiis^ (H^.ii$fFi>a (ipo ) 

I n t. C 1 ' CO 7D2 0 9/4 2 



WP I (D I ALOG) , B I OS IS (D I ALOG) ^ CAS (STN) ^ MEDL I NE 



JP 2000-247949 A ( t^fe^^tt) 
200 0. 09. 12 
& WO 00/50395 Al 
& EP 1074542 Al 
& US 200 2-128480 



1-22 



WO 0 2/36117 Al (31— 
2002. 05. 10 
& EP 1331005 Al 
& US 2003-215523 



Al 
Al 



1-2 2 



[X] c^ffl<7^^t^-'^J3:Sfc«s?|J^$^^t:v^s, 



■Xn. (3iLASr#i-) ■ 



r&j m— /^T- h 7 T 5 y — 



29. 1 1. 2004 



B*B^fF/T (I SA/ J P) 
100-8915 
m]R«5=mfflE®*se8HT S 4# 3 



14.12.2004 



AC 



9 0 5 0 



03-3581-1101 rtlfe 3 4 5 0 



«!*;PCT/I SA/2 1 0 (S2-<— (2004¥lfl) 



m^mm^^ PCT/JP2 0 0 4/0 12 64 9 



J p 9 

1 9 9 7, 



3 16 0 5 3 
12.09 



1-22 



^PCT/I SA/2 1 0 (m2'<-i^<om%) (2 0 0 4^1^) 



